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Abstract of JP63295588 

NEW MATERIALA compound expressed by formula I (R<1> and R<2> are H, methyl, nitro, etc.; R<3> 
is H, CI, lower alkanoyl, etc.; X is hydroxymethyl, formyl, carboxyl, etc.; Y is OH, lower alkanoyloxy, 
carbamoyloxy, etc., provided that at least one of R<1>-R<3> is a group other than H when X is 
hydroxymethyl, carboxyl, etc.) and salt thereof. USE:An antiallergic agent, antithrombotic agent, anti- 
inflammatory agent, antitumor agent, etc., having powerful inhibitory activity against C-kinase. 
PREPARATIONS raw material compound expressed by formula II, such as a physiologically active 
substance K-252, is reacted with a nitrating agent (e.g. nitronium tetrafluoroborate) in an amount of 1- 
1.1 equiv. based on the above- mentioned compound in an inert solvent, such as sulfolane, at room 
temperature - 80 deg.C for 1-2hr to afford the aimed compound expressed by formula I (R<1> or R<2> 
or both are nitro). 
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CO, Me 


OMe 


H 


c 


3 


C0,H 


OAc 


H 


d 


4 


COCi 


OAc 


H 


e 


5 


CK.OH 


OH 


H 


f 


6 


CH,OTs 


OH 


H 


g 


7 


CH,N, 


OH 


H 


h 


8 


CH,NH, 


OH 


H 


i 


9 


CO, Me 


OAc 


Ac 


j 


10 


— CH,0 — 




H 



**W9-c#*n*fl:£&i (m-i ; i=co,Me, 

Y=0Ac. R'=Ac)5. 5 1 s(l Ommol) *X A* y y 
100 aU'J:C;;Dn*j^5 0 n£C«»L, 
- y u y y y >v* u y 2. 8 g 

( 1 0. 5 oool) 8 0 riCT 2 f^fffltatt L 

fc 0 ?op,t.^A^«ffTffi^ft, * 2 0 On* 

*LTh H.O- i^Ttf JU-A h Of* ( I -1-1; 

X=C0,Me, y=0Ac f R»=Ac) £ N, 0 - V T -fe f- ;u - 'J 
-ho|t ( I -1-1 ' ; I=C0,Me, Y=QAc f R'=Ac) t 

±£«£fc*0MP 2 5 0 ■ iCttflfU 1 0% 

#Lfc„ 2B*flflt*. SB*****?-* 

is (jaT©i?ift«ir^prwisaici»Mt4 2ab 
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*»rs) -esisaLttSfo u i.74g 00%) 

* op. > 3 0 0 tOUfeattti&i tT®tz Q tt:, 
<fc6fo2. 0. 5 9 g ( 1 0 96) * bp. > 3 0 0 t 

: NHR(C0Ci ,)0 ; L.79(b. 3H). 2.12 
(dd, 1H, J=5, 14Hz), 2. 28 (a. 3H). 2. 83(s. 3H), 
3. 98(dd, 1H, J=7. MHz). 4. 03<s. 3H). 5. 36 (s. 2H). 
6.83-7. 10(o.2H), 7. 23-7. 66 (o. 3H). 7. 93<dd. IH, 
J=2.8Hz>. B. 60(dd. IH. J=2. 8Hz), 8. 54 (d. 1H. J= 
2Hz) 

MS(o/e) ; 5 6 7 (M+l) 

tt£&2 : NMR(CDCf a ) S ; 1.74U. 3H). 2.08 
(dd. 1H, J=5.8Hz). 2.15(s.3H). 2.7i(s.3H). 3.83 
(dd. IH. J»7. MHz). 3.93(s.3H). 5. 00 (br. 8. 4H) . 
5.32(3. 2H). 6.80-7. 20 (n,3H). 7. 28 (br. s. 1H). 
7.67(d. IH, J=8Hz), 7. 70 (d. 1H. J=8Hz) , 8.33(d. 
1H. J=2Hz) 

MS(o/e) ; 5 8 2 (K+l) 

nmw 2 

<t&& 1 . 7 0 0 2 2oool) **J9 o o > 

4.96(br. s,2H), 6. 48-7. 16 <*. 3H) . 7. 24(d. IH, J« 
2Hz), 7. 64 (d. 1H. J=2Hz). 7. 72 (d. IH. J»2Hz) , 
8. 62(d, 1H. J=2Hz) 

MS(o/e) ; 4 9 8 (M+1) 

(fc£«5 3 , I 5 5 ■* (0. 3oool) *M 9 J - » 
tmtUXVlW? 3 mf ©S^fcttUCfcH L> 3 5 
%*)UATJU7t K*«tt* 1 aito*.. -O^V 
>T / **(fc* * * + h y 7 A (0. 3obo1) *fiD 
iSflTl^MllHiL/:,, 1 D96fcK**&Q* 
pH 1 £ Lfcfc. ttfti*£;Jc««Tft8> 

£S&* V 'J tJY»fi 7 a ? t 7 < - (5 

*;i,A-x-f 9 J -^TSfcalLT. (fc 
5 . 5 0 ig (3 1 96) * op. > 3 0 0 tOJI 
»ft»*HT»fc. 

NHR(0MS0-d.) <J ; 2. 03 (dd, IH. J=5, 14Hz). 2.16 
(s.3H). 3. 20-3. 50(1H). 3. 40(6H). 3. 93 (s. 3H). 
5. 01 (d, IH, J- 17). 5. 07<d. IH. J=17Hz). 7. 22(dd, 



ttf»03 63-295588 (22) 

- I- /> * ^ 2 of (6. loool) *fi0 

5 at* 3 N£«7)c«tt*aax.fco 
Tfiiu aa* •> «j //yjua 5 a * o v h / ? 

7 < - (?oo*jua/>^/- ju/OHF 8 0 : 
1 0 : 1 0) ICTWMtt. 7 o o * jua-x-t 

^■eima*fTttt^ <fc£i$5 3, 5 o 7ng< 8 0 96) 

* op. > 3 0 0 r©Slfe$tttSi LTllfc, 

NMR (OySO-dM ; 2.09(dd.lH.J*5. 14Hz). 2.18 
(s, 3H) f 3. 44<dd, IH, J=7. 14Hz). 3.96(a.3H). 
5, 09(s, 2H), 6. 48(8. IH). 7. 24 (dd. IH. J = 5. 7Hz) . 
7. 18-7.71(o, 3H). 7, 74-8. 24(o. 3H). 8.77U.1H). 
9. 30 (d, IH, J=2Hz) 

■S(o/e) ; 4 8 3 (■>!) 

f&»0!2 i^O^ft-e, <fc£05 2 , 1 5 0 «g 
(0. 2 6 oool) «fc 9 > 4 , 5 3 og ( 4 1 96) 

* op. > 3 0 oromftfe^^tlti/:, 

NHR (DHS0-d)(J ; 1, 93 (dd. IH. J=5. 14Hz). 2.10 
(s.3H). 3.36(dd. 1H.J=7. UHz). 3.94U, 3H), 

lH,J=5.7Hz), 7. 36-7. 53 <o.2H). 7. 90-8. 15 (m, 4H> . 
8.75(8. IH).- 9. 44(s. IH) 
HS(o/e) ; 5 1 0 («♦> 

5 

HlftW4 i^aO^^T. <fc^«53, 1 4 Oog 
(0. 3 7a»mol) HXU T* »- TJU-T t K0. 1 7 of 
i 0 , <K£&6> 3 8 ■« < 2 4 96) * op. > 3 0 0 
t ITU/:, 

NHR (OMSO-dt ) d : 1. 10(t. 6H. J=7Hz). 2. 10 (dd. 
IK, J=4. 3. 13. 3Hz) , 2. 15(8, 3H). 3. 50-3. 90 (m. 4H) . 
3.93(s f 3H>, 5. 02-5. 08 (n. 2H). 6. 42 (s, IH) , 
7.24-7. 26 (o. IH), 7, 39 (t, IH, J=7Hz) . 7. 52(t. IH. 
J=7Hz). 7. 90-8. 22 (o. 4H), 8. 75 (br. s. IH) . 9. 40 
(br.s. IH) 

MS(a/e) ; 5 3 9 
$Jftfl6 

tt£«JK 1. 8 g (3. I oool) * f >j •>* v 5 0 of 
ICfcHL, fi*ft«3 of (3 loool) 
SflT3«Mtt»Lfc B «S*»ffTffiSU S 
ttic? a a**/***)*. 5 96ttK*»«, «S Id ft 
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- (0. 5 9 J 9 o o CTI»B 

L> t 9 J — to — DHF J: 0 WEfl^frtt <fc& 
& 7 . 1. 7 g ( 9 0 H) * «P. > 3 0 0 t<D»fe 

NMR(DMSQ-di) ; 1.70 (a. 3H) . 2. 0-2. 36 (1H), 
2. I0(s. 3H>. 2. 2Kb. 3H). 2. 64U.3H). 3.76-4.04 
(1H). 3.96U.3H). 5.43(a.2H). 7. 29 (dd. 1H. J=6, 
8Hz). 7.53<d. IH. J*8Hz). 7. 63 (d, IH, J=8Hz) . 
7.90-8. 20(b.4H), 9. 14 (s. IH). 10. 12(s. 1H) 

HS(m/e) : 5 6 7 (H*-Ac+1> 
nfoto 7 

nifiw 2 tmmnxm («aiiDnp *m^> 

T?ifc^135 7, 0. 7 g (1.15 bbo!) J: 0 , fls&«5 8 . 
0. 4 3 g < 7 I. 3 H ) * «P. > 3* 0 0 t ( bf U ^ 

NHR (DHS0-d. + CD,0D) d ; 2. 13 (dd. IH. J=6. 14 
Hi). 2.l8(a.3H). 2.23(a.3H). 3. 52 (dd. 1H. J= 

* op. > 3 0 0 t <trg^y-^aoit^A-x 

NHR (DMSO-di) <J ;1.16(s.3H). 2. 03 (dd. IH, J- 
5. 14Hz). 2. 17(8. 3H). 2. 40 (q, 2H. J=8Hz) , 
3. 16-3. 56(1H). 3.96(8. 3H). 5. 08 (s. 2H) . 6.40 
(br. s. IH). 7. 08-7. 26 (o, 1H). 7. 30-7. 68 (b. 2H), 
7. 80-8. 24(n. 4H). 8. 66 (s. IH). 9. 20 (s, IH), 
I0.04<s. IH) 

MS(<n/e> ; 5 3 9 (H+l) 

nmm 1 o 

sua*! 6 tmm<D%&-c. (fc£fcK 1 7 0 ■* 

( 0. 3 ramol ) XXCft&M n - tt» 2 4 0 wg ( I. 5 
flHDOl)J:tK (fc^fctU 1 3 5 is ( 7 1 %) * bp. 
1 1 3-1 I St (;ao.t;u-x-f j^S 

NHR (CDC£,)J ; 1.10(t.3H. J-BHz>. 1.80(s. 
3H). 1. 72-2. 04 U.2H). 2. 10 (dd, IH, J=5, 14Hz), 
2.24U.3H), 2. 46(t,2H. J=BHz). 2.76(s f 3H). 
3. 97 (dd. IH, J=7. 14Hz). 4. 02(s. 3H). 5.36(s. 3H). 
6.99<dd. IH. J=5. 7Hz). 7. 36-7. 76<b. 4H). 7.92- 



HBJOa 63-295588 (23) 

7.14Hz). 4. 02(8. 3H), 5. 09 (a. 2H) . 7. 12 (dd. IH. 
J*6. 7Hz). 7. 36-8. 20 (n.6H). 9. 20(s. IH) 

H$(«/e) ; 5 2 4 (M*) 
£ttff8 

(0. 1 7bbo1) *JtCF % UMzfv vM \ l 5 
ig ( 0. 8 8 cdboI) X 0 x <fc^«j9, 5 0 8g ( 4 7. 3 
96) * bp. 2 4 3 - 2 4 5 t (?oo*J^-i 

-Tto-cnmsh) »j xAUi tr^/to 

NHR (CDC4,)<J ; 1. 36U.3H. J=8Hz), 1.80(s. 
3H), 2. 09 (dd. IH, J=5, 14Hz). 2. 22(s t 3H), 2.51 
(q,2H. J=8Hz). 2.70(a.3H). 3. 94<dd. IH. J=7, 14Hz). 
4.00U.3H). 5.31(8. 2H). 6. 95 (dd, IH. J=5. 7Hz) . 
7. 36-7. 72(«.3H). 7. 97 (dd. IH. J=2, 8Hz). 8.05 
(dd. IH. J-2.8H«). 8. 22 (dd, IH. J-2. 8Hz) . 8.84 
(d. IH. J«2Hz> 

HS(»/e) ; 5 8 6 <H*-CQBH-1) 
9 

nnm 2 t.&*<Di5&v. <t&to$. 1 5 0 * 

(0. 2 4bbo1) XKHtGtillQ. 8 5«* ( 6 5. 5 %) 

8. 36 (OH). 8.92(8. IH). 
HS(«/e) ; 6 3 7 (H+l) 

*fom i i 

nnm 2 tmm<D^mv, <i&toiu 9 5«*<o.i5 

oflol) <fc 0 <t 61*12, 5 0 «g ( 6 0. 6 %) * op. 
2 9 4 - 2 9 6 t: (9 o v **2»ffttA) (DWfe 

NHR(DMS0-d.) * ; 0. 98 <t. 3H. J=8Hz). 1.48-1.84 
(a.2H). 2. Q2(dd, IH. J=5. 14Hz). 2. 16(b. 3H). 

2. 36(t. 2H. J=8Hz), 3. 63 (dd. IH, J=7. MHz), 

3. 96(8. 3H). 5. 06(8. 2H). 3. 38 (br. s. IH). 7.16 
(dd. IH. J=5, 7Hz), 7. 16-7. 62 (o. 2H). 7.80-8.20 
(b. 4K). 8. 64(8. IH). 9. 20(8. IH). 10. 04 (s. IH) 

HS(o/e) ; 5 5 3 (H+l) 
Xftfl 1 2 

it & til Is I 7 0 ig (0. 3anol) ^;aa*;U 
I 0»* IC»*L. M ifiVT 5 y 0. 0 8 4 b£ 
(0. 6 maol) *ftj;U Ofc*TM V 'xT >&/ * to 
0. 8 8 ai ( 1. 5 BBol) ^JD^SST 1 B$R8ff # 
Lfc„ / 9 S - to2 ■ 1*1* »SS*i>*J£TS 
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(l-l-2e; X=C0,*e. Y-OAc. R'=Ac, R 4k = lie) 
I 5 0 eg ( 8 0. 2 * op. > 3 0 0 t©&«fe 

MS(o/e) : 5 9 3 (If-NHMe) 

nmm tmmois&v* ±£{t6&M o« 

(0. 1 7 oool) «* f) il&toUs 89ig ( 9 3. 7 H) 

* op. > 3 o o r o 9 j vnmsk) o» 

LtH/:. 

NNR (CDC £ , + QHSO-d.) d ;2. 21(a.3H). 2.28 
(dd, 1H. J=5. 14Hz), 2. 83 (&. 3H>. 4.05(8, 3H), 
4.96(br. 8.2H), 6. 93 (dd, 1H. J-5. 7Hz) , 7.28-7.64 
(OH). 7. 84-8. 04(m.3H) r 8. 84 <d, 1H, J=2Hz) 

MS(o/e> ; 5 0 9 (I'-NHMe) 
1 3 

n&m i 2 tmmojs&Vs <i&mu 1 i o«g 

( 0. 3 oool) £ 0 , ( I -l-2e; X=CQ.Me. 

Y=DAc. R'«Ac, R°= Bt) 1 3 9 og ( 7 3 %) * 

NS(o/e) ; 5 9 3 (H*-NHBt) 

1H.J=5. MHz). 3. 20-3. 52(o. 1H>, 4. 04(s.3H), 
4. 67(d. 1H. J*18Hz). 4. 90(d. 1H. J*18Hz). 
6, 80-8. 04(o, 11H). 8, 75 (d. 1H, J=2Hz) 

»S(o/e) ; 5 0 8 (M'-NHaPh) 
%&VS 1 5 

ft&foU 1 7 0 og (0. 3 oooi) *THP 1 0 ai 

**vmmi o£cDfi^«aic»)WL, vt>» 

»HA120«(1.5 oool) 1 .1 

*^Hf,l/- I- *fTtt(,Mfc£& ( I -l-2d; 
X=C0,He , NOAc. R 3 =Ac) 1 7 8 og ( 9 7. 3 %) 

* op. > 300 t©ft&8*<!: LT8fc 0 
»S(m/c> ; 5 9 3 (U/-NH,) 

(0. 1 3 oool) «*0tt£&16> 3 4og(5 0 96) * 
op. > 3 0 0 tO^^fe^^i UT^/to 

NMR(DMS0-d.) d ; 2. 11 (dd, 1H. J=5. MHz), 2.17 
(s,3H). 3. 20-3. 63 C1H). 3. 97 (a. 3H). 5.79(br.s. 
2H), 6. 40(a, 1H), 6. 97-7. 23(n. 1H). 7.30-7.70 
(o.2H). 7.76-8. 10(o, 4H). 8. 70 (s. 1H). 8.79(s, 



HB3H3 63-295588 (24) 
$m& 2 tm&oxmv* ±&<t&ib 1 o o ^ 

(0. 1 6 oool) J:Ott£fcl4, 6 1 og ( 6 9 %) * 
op, > 3 0 0 t (T± h v-MX 0i?*S£l> ©fc 
Lt^fc, 

NMR (CDCi ,+CD,00) <J ; I. 16(t. 3H. J«7. 5Hz), 
2. 08(8. 3H). 2. 31 (dd. 1H. J=5. 14Hz). 3.04-3.28 
(3H). 4. 01(8, 3H), 4. 15(d, 1H. J-17Hz). 4. 67(d, 
IH. J=17Hz), 6.60(dd, IH. J=5. 7Hz). 7.16-7.96 
(o, 6H). 8. 44(d. 1H. J=2Hz) 

HS(o/e) ; (iT-NHaBt) 

i 4 

f&ffitt 1 2 <b£fcK 1 7 0 og 

(0.3 oool) <bS«5 ( I -l-2e; X=C0,He, 

t=0Ac. R»=Ac. R ,fc = Ph) I 7 2 ig ( 8 3. 6 %) 
* op. > 3 0 0 t©3*&©*<»: Lt^fco 

MS(o/e) ; 5 9 3 (IT-NHPh) 

nfom 2 .t&<b£fo 1 4 o og 

(0. 2oool) <*Dtt£B5l5, 7 1 og ( 5 9 %) * 
op. > 3 0 0 t:©fcttfe8;fe<h LTifc B 
NUR (CDC t ,+C0,0D) 5 : 2. 16(9. 3H). 2. 27 (dd, 

1H), 9.20(8. 1H), 9.30(8. 1H) 
MS(o/e) ; 5 0 8 (IT-NH,) 
fgffift 1 6 

<ZGm\ iW-l ; X=C0»Ue , Y=0Ac, R'=Ac) 
1 1 0 ig (0. 2 oool) t'/Mo/^iO mi 
iC*HU *»Ttt<fcT;H £9M33>(1 
onolK T * f Jl/^o H K0. 0 15 rai (0. 2o 
ool)*Ao;U fSjaUCCT 2 8*R8«#Lfco * 1 0 

Ay**^^'n7^'?7^ - ( ? o b * Jl* 4 ) 

&*fTAUMb£ftl7. 6 0 og(5 0. 8 %) * op. 

<b£fol8, 5 og ( 4 %) * op. > 3 0 0 tCDftfe 

<b£«! 1 7 : NUfltfDCi ,) d ; l.75(s.3H). 
1. 09 (dd. 1H, 5. MHz), 2.28(3.3H). 2.52(s.3H). 
2.69U.3H). 3. 93 (dd, IH. J=7. MHz). 4.01(s,3H). 
5. 20<s, 3H), 6. 89 (dd. IH, J=5. 7Hz). 7. 28-7. 72 (a. 
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3H). 7. 88-8. 24(o. 3H). 9.68(b, 1H) 

MS(o/e) ; 5 3 4 (M+l) 

<t£ti!\ 8 : NHR(CDC£ ,) 8 ; !.82(b. 3H). 
2. 21 (dd, 1H, J=5. MHz). 2.34(s,3H). 2.75(b.3H). 

2. 80(s. 3H). 2. 82 (s. 3H) . 4. 06<dd. 1H. J»7. 14Ht>. 
4. 07(b. 3H). 5. 40(8. 2H). 7. 03 (dd. 1H. J«5. THz), 

7. 56 (d. 1H. J=BHr). 8. 01 (d. 1H. J=8Hz). 8. 24(d. 
lH.J=8Hz). 8. 25(d. IH. J=8Hz). 8. 60 < 8,1 H), 

9. 84(d. 1H. J=2Hz) 
MS(o/e) ; 6 3 6 (M+i) 

n%m 1 7 

<t&«! i ( ID - 1 ; I=C0,Me , T=0Ac. R a =Ac) 
3 3 0 ag (0. 6 mrnol) t'^DD^yJfl ol 
KfctfL, &l%TWm<l*9 v 0. 4 8 of (4.2 
aoo I ) % *;;oo>f /b/f ;n-f AO, | 1 o i 
(i. Zo'ool) *JdjU gfiT3B*M«#L/i: 0 * 

i o of *an**r«B*8im u ttfcA**««[ 

NMR(DMS0-d.) <J ; 2. 08 (dd, LH. J»5. UHz) , 2.15 
(b,3H). 2.70<b.3H). 3. 43(dd. 1H. J=7. 14Hz), 
3. 93 (s. 3H). 5. 01(d, lH.J«l8Hz>, 5.07<d,lH.J« 
18Hz). 6.39(8. 1H). 7.21(dd, 1H. J=5.7Hz>, 
7. 38(t. 1H. J=7Hz). 7. 51 (t, IH, J=7Hz). 7. 95(d. IH. 
J=8Hz). 8. 01 (d, IH. J=8Hz), 8. 08 (d. IH. J=8Hz> . 
B. 10 (d, IH, J=7Hz), 8.69(8. IH). 9. 92 (d, 1H, J*2Hz) 

MS(o/e) : 5 0 9 <■♦) 

nnm 1 9 

S&JfcW 2 t tt£tol9. 5 0>f 

(0. 0 8 Boool) J: t) 4b&#9 22* 2 Q Bg ( 4 6. % H) 
* np. > 3 0 0 TrOfcfe©** iT&fro 

NMR (QMS0-di) 9 ; 2. 00-2. 08 <o. IH). 2. 16 (s. 3H>, 

3. 12-3. 60(o. IH). 3.96(8. 3H), 5. 08 (or. 8. 2H). 
7: 08-7. 68(o. 3H), 7. 84-8. 28 (■. 4H) , 9.80U, 1H). 

10. 16(8. IH) 
MS(o/e) ; 4 9 5 (IT) 

f?J&0<2O 

2 tm&®i5£Vs tt&«a20. 1 2 1 og 

(0. 2oool) J: Ott£&23* 5 1 og ( 4 9 %) * 



WBBD3 63-295588 (25) 

1 3 0 sg ( 3 7 %) * op. > 3 0 0 tOjS67'J 
XAffliLT^fc, * fc, <fc&&20s 1 30u 
( 3 5. 7 %) * op. > 3 0 0 IT 

<fc£fcl 9 : NMR (OMSO-d.) 8 ;l.72(fl.3H>. 

2. 04-2. 36 (a. IH). 2.25(b.3H). 2.68(8.3H). 

3. 80-4, 08 (o. IH). 4.00U.3H). 5. 43 (s. 2H). 
7. 20-8. 40(o. 7H). 9. 60 (s. IH). 10. 16(8. IH). 

MSOn/e) ; 5 8 0 (M+l) 

<fc£«9 2 0 : NMR (DMS0-d.) d ; \. 72(s. 3H). 
2.09-2. 16(o, IH). 2.29(s,3H), 2.56(s.3H). 
3. 80-4. 08 (a. IH). 4. 00 (s. 3K). 5. 0B-5. 44 (o. 2H). 
7. 28-7. 48 (o. IH), 7. 88-8. 32 (o. 4H) . 8.56(s. IH). 
9.40(8. IH). 10.04(8. IH). 10.25(8. IH) 

MS(o/e) ; 6 0 8 (M+I) 
I 8 

n&m 2 tm&ox&Hs nsmiu 5 0 ** 

(0.0 8000I) XO. <fc6!?52K 3 0'« (7 OX) 
* op. > 3 0 0 tCDfcfe*tttfi£ LT^fc, 

op. > 3 0 0 t<D»fe»*± LX&tZo 

NMR (DMS0-d») o* ; 2. 06 (dd, IH. J-5. UHz). 2.20 
(8.3K). 3. 50 (dd, IH, J=7, 14Hz) . 3. 96 (b. 3H). 
5. 14(br. 8.2H). 6. 56 (s. IH) , 7. 31 (dd. IH. J«5. 7Hz). 
7. 92-8. 24(o. 4H). 8.67U, lH) f 8. 84 (br. 8. IH). 
9.77(8. IH). 10. 13(8, IH). 10,21(8, IH) 
MS(o/e) ; 5 2 3 (M*) 

nmm2 1 

{fc6t&17^ 2 0 Bg(0. 0 3 3 oool) a p * JU 
A|C*PL, m-9 o o«$JL#« 2 5 bk (0.15 
oool) * 1 B*M*£C 2 «JuA> 3 ^ WtJD»«»E 

j|$'/Uy^*5A?o7KJ7-( - ( P ° 
osMUA) ICTfllRUx 9 o o to^-i-f iw 
•CUfc&'fcfTtt^ ft£«5 ( I -1-4; X=C0,Me . 
Y-OAc. R'=Ac. R'*=Me) 1 0 tg ( 4 8. 0 %) * 
op. > 3 0 0 t(Ott6!8*iUll/to 

NMR (CDCf ,)d ;1.79(s.3H). 2. 09 (dd. IH. J- 
5.14Hz). 2. 26(8. 3H), 2. 40(s. 3H). 2.70(s.3H). 
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3,94(dd. 1H. J=7. MHz). 4. 00(s. 3H) % 5.34U.2H), 

6. 98 (dd. IH. J=5.7Hz). 7. 20-7. 70 (m. 3H). 

7. 92-8. 20 Cm. 3H). 8.90(d, lH.J*2Hz) 
MS(o/e) ; 6 1 0 (M+l) 

2 ifg)a©;*£-C, ±K(fcS«5l. 0 g 
(i. Boool) <fc KKl&toil. 0.3 (38.8%) * 
op. > 3 0 0 t (? o o ;twi>A J: 0 #l8ffi) 

*^a<h ITSfcp 
NMR (DMS0-d«> 8 ; i. 97 (dd, 1H, J=5, MHz) , 2.12 
(a. 3H). 3.35(dd. 1H. J=7. 14H«). 3.92(a,3H). 
5.01(9, 2H). 6. 32(8. 1H). 6. 88-7. 16 (o, 2H), 
7.28-7. 64 (n.2H), 7. 72 (d, IH. J=8Hz>, 7.80-8.20 
(o. 2H), 8.60(8, 1H), 8.71(d. 1H.J«2Hi). 9.10 
(s. 1H) 
MS(o/e) ; 4 8 1 (11*1) 

n&m i £mm<D*&v<t&to2o. i 8 z v 

(0. 3omoI) J: 0<fc6f& ( I -1-4' ; X=C0.Me , 
Y=QAc. V=Ac, R 1 **H) 8 0ig(4 2K)*»fe 
8*£ LTtofro 



HUaua 63-295588 (26) 

NUR (C0C*,)<J :1.84(s.3H), 1. 96-2. 40 (a. IH), 
2.28(8, 3H). 2. 76(9. 3H>, 3. 84-4. 12 <■. IH). 
4. 02(s. 3H), 5.36(s.2H), 6. 72-7. 08(o. IH). 
7. 24-7. 64(o, 3H). 7. 76-8. 08 (o. 2H>. 8.48(s.2H>. 
9. 01 (d, IH, J=2Hz) 

SUfi«2 ±K(fc£13l8 On 

(0. 1 3oool) J:Ofb6«525 10«(159<) t 
op. > 3 0 0 tOSfifi^i LtH/:. 

NHR (DMSO-dt) 8 ; 1. 97 (dd. IH, J»5, 14Hz). 2.10 
(s,3H), 3. 00-3. 50OH), 3.92(a, 3H), 4.94(s,2H), 

6. 23(s. IH). 6. 80-7. 12(o,3H), 7. 35(d, IH, J=2Hz), 

7. 65(d, IH. J = 8Hz), 7. 76 (d. IH, J-8Hz) , 8.46(8, IH), 

8. 67 (d, IH. J=2Hz), 9.03(b, IH). 9. 20 (s, IH) 
MS(o/e) ; 5 0 0 (H+l) 

nmm 2 3 

D M F 1 oi |C 5 QH**<li- ► 'J fc-A 3 8. 4 
■g (0. 8oool) *fcT(fc£fo24. 
9 5 ig (0. 2 cool) ©DMPfctt 2 oi*3o;t*o 
2 0 ttfc!§]S*ICT 3 3<fc> **0. 0 1 3 o* 
(0.2oool) *m*. 1 B*fffl»#L*:o E£*7*. 



efl*fftt^* <fc^«5 26, 4 5 k (45.3%) *op. 
2 9 3-2 9 4 tCDWfettttliiLr&fco 

NNR (CDC i j+OUSO-d.) S ; 2. 05 (dd. IH, J=5. 14Hz) . 
2. 16(8, 3H). 3. 00-3. 50 (1H), 3.92(s.3H). 3.96 
(9.3H). 5.03(br.8.2H). 6. 96-8. 12 (o. 6H), 8.54 
(or. s, IH), 8. 92(d. IH. J-2Hz) 

MS(o/e) ; 4 9 8 (i+1) 

%toto2 4 

Hifcfl2 3<trHj«<D£&T, 4fc^tt24, 9 6 ng 
(0.2oool) $ftx?-;uj; rj{b£&27. 

7 5 og ( 7 3. 5 %) *»p. 2 8 3 - 2 8 6 t 
a a ft JU A |C J; 0 CD»fe*tttIi * I, T8 

Ala 

NUR (OMSO-df) o* ; I. 46(t, 3H. J=7Hz). 2. 03 (dd. 
IH, J=5. 14Hz) , 2. 18(8. 3H). 3. 96(s. 3H). 4. 20(q. 



2H, J«7Hz). 5.07(b,2H), 6.36(8, IH), 7.07-7.28 
(o. 2H). 7. 32-7. 68(o, 2H), 7. 80-8. 20 (a, 3H), 
8.64(8. IH). 8. 91 (d, IH, J=2Hz) 
MS(o/e) ; 5 1 2 (1+1) 

n&m 2 5 

tzrnm 3 tftmoijmv. (b^flm. 9 e «g 

(0. 2o»o!) 1 - 3 - V7 vi> Ji 0 <l&fa 

28, 6 0 og ( 5 7. I %) *op. 2 2 8 - 2 3 0 t 

NKR(0MSO-d.) 0 ; l. 07 (t. 3H. J=8Hz). I. 72-2. 24 
(o.3H). 2. 16(s, 3H), 2. 90-3. 40 (18), 3. 94 (s. 3H). 
4.08(t,2H.J=7Hx), 5.04(br.s. 2H). 6.34(s,lH), 
7. 00-7. 24(o. 2H), 7. 32-7. 60(o. 2H). 7.76-8.16 
(o, 3H). 8. 60(s. IH). 8. 87 (d. IH. J=2Hz) 

MS(o/e) ; 5 2 8 (B*l) 
3tffi*2 6 

n&m 2 3 tm&ax&v* <i$totu 9 6 ig 

(0.2oool) *«*Cf 2 -3- K^oAaOil:^ 

29, 4 0 og ( 3 8 %) * op. 2 1 3 - 2 1 4. 5 
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NHR (OUSO-d.) a ; 1. 35(d,6H, J=7Hz). 1. 99(dd. 
1H. J»5. 14Hz), 2. 14(8. 3H). 3. 00-3. 52 (IH). 
3. 92<s, 3H). 4. 48-4. 80(o. 1H). 5. 02 (br. 8, 2H) . 
6.32(br. a. 1H). 7. 00-7. 24 (a. 2H) . 7. 32-9. 64 (m. 
2H). 7.72-8. 2Q(n.3H), 8. 60 (br. b, 1H>. 8. 87 (d. 
IH. J=2Hz) 

HS(o/e) ; 5 2 6 (IM) 
HJfiW 2 7 

n&mZ 3 i^tacD^fcT. tt6l*24, 9 6 «f 
<0.2«ool) *.keM -3- Y19 ;> J: Ott 30> 
3 Sag (3 2. 5K> *bp. 1 6 6 - 1 6 8 t < ? 

N U R (OMSO-dc) <J ; 0.99(1. 3H. J=7Hz). 1. 32-2. 24 
<o,5H). 2. 16(s. 3H), 3. 16-3. 52(18). 3.93(a.3H). 
4. 12U.2H. J=8Hz). 5. 03 (br. b, 2H). 6.33(s. 1H). 
7. 04-7. 28 (e.2H). 7. 28-7. 68 (o. 2Hh 7.70-8.20 
(o,3H), 8.60U, IH). 8.89(d. lH.J=2Hz) 



tfHW 63-295588 (27) 

MS(o/e) ; 5 4 0 <M+1) 

2 8 

tt&«5l9, 2. 5 1 g (4. 3oool) * / * J - * 
2 0 al£J:tf?ap*;i,A10 0 al<D&$« 
OClC»»L> *fc.T**tt* •> r- 'J ■? A 488 
ag ( 1 2.4««ol) ™iCT3 0£K# 

Lfc 0 3 NfcR******]* pH 2 i U WiSS 
*fetil L^ttfcttv fi*a*&*«fc-t! 

B**x-ir MJf^-H, ft£1&3 U 
1. 8 g < 7 2 K) * mp. 2 7 0 - 2 7 7 t 

NHR (COCi .+CD.O0) d ; 1. 80(8,38). 2. ll(dd. 
1H, J=5. 14Hz). 2.26(b.3H). 2.64(s.3H). 3.93 
(dd.M. J*7, 14Hz), 4.03(8.3H). 4. 86 (s, 2H), 
5.22(b.2H). 6. 99(dd. 1H, J=5. 7Hz). 7.40-7.72 
(o.4H). 7.80-8. 08(i. 2H). 9.04(s. IK) 

KS(o/e) ; 5 8 1 (I*) 
UK* 2 9 

ft£«53h 5 0 0 ig(0. 8 6onoi) * ? o * * 



(8. 6 mooD isXUfi yy 7 - x&t^&l 9 9 
■g (0. 8 6 amol) *»*3flT 2 ^MH^L/Io 

ttU <fc£«532. 3 4 0m?(6 3K)* «P. 1 8 1 

NHR (CDCi ,)* : 1.28U.3H. J=8Hz), 1.76(8. 
3H). 2. ll(dd, 1H.J=5. 14Hz). 2.26(b,3H). 2.53 
(q.2H. J=8Hz). 2. 80(8. 3H). 3. 97 (dd. IH. J=7, 14Hz) . 
4.00U.2H). 4.0K8.3H). 5.36(s.2H). 7.02(dd. 
lH.J=5.7Hz). 7. 14-7.80(o, 4H). 7. 92-8. 20(b. 2H). 
9. 13(8. IH) 

MS>/e) ; 6 2 6 (M*) 

ntomi 0 

tt£8l32. i 2 5b*<0. 2oool) *»Sx**k: 
*»tn--^^ 2 0 0 ««*!lDt> 7B*Rflj&D 



«H«MSTi£L, ft6«3 33, 1 1 6 «g(l 0 0 
%) LT^fc, 

NMR (CDCi •) 8 X 1.75(8. 3H). 2. 04 (dd, IH, J = 
5.14Hz). 2. 20(8, 3H). 2. 48(s. 3H). 2. 61(s. 3H). 
3. 86 (dd. IH. J = 7, 14Hz) , 3.99(s.3H). 5. 08(s.2H). 

6. 91 (dd. IH. J=5.7Hz). 7. 16-7. 64 (o, 4H). 

7. 80-B. 04 (o. 2H), 8. 80(8. IH) 
MS(»/e) ; 5 6 6 <M*) 

fUfcto 3 1 

gfftffl 2 i^iao^ftT, itGmt. 8 0tg(0. 12 
maol) J; 0 <b&&34> 5 0 ig ( 7 7 K) * bp. > 
3 0 0 t d>»fer 'J XAffli Lt^fco 

NHR (CDCii)ff ; 1. 30 (t. 3H. J=8Hz). 2. 12 (s. 
3H), 2. 54(q,2H. J=8Hz). 2. 97 (dd, IH. J=5. MHz) , 
3. 63 (dd. IH, J=7, 14Hz), 3.80U.2H). 4.08(s.3H). 
4.37(d. IH. J=l8Hz). 4. 59 (d. IH. J=18Hz), 5.28 
(s. IH). 5.56(8, IH). 6. 79<dd. IH. J=5.7Hz), 
7. 12-7.70(o, 4H). 7. 80-8. 12 (o, 2H). 8. 60(3. IH) 

MS(n/e) ; 5 4 0 (M*-l) 
3tffifl 3 2 
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£$fcfl 2 ±$m<0%&T** <t6to33. 1 0 0 «x 
(0. 1 7 odoD «& t) , tt£fo35* 7 0 n ( 8 2 96) 
* op. > 3 0 0 t<DfcSt£.B*i LTBfcp 

NUR (C0C£,)3 ;2. 12(8, 3H), 2.38U, 3H), 
2. 95(dd. IH. J=5. UHi). 3. 48 (dd. IH. J=7. 14Hz). 
4.04(s.3H). 4.24<d, IH. J*l8Hz>. 2. 48(d. IH, J= 
18Hz). 5. 42U.1H). 5.75(8. 1H). 8. 78 (dd. IH. J= 
5.7Hz), 6. 94-7. 20 (p. 2H). 7. 28-7. 62 (■. 2H). 
7.81(dd. IH. J=2. 8Hz). 8. 00(d, IH. J=8Hz). 8.40 
(s. IH) 

*S(o/e) ; 4 8 1 (IT) 

nmm 3 3 

<k£13j34. 9 0«g(0. 1 6 6aool) * 9 a a * * 
U 5 mi e&H t. m- 9 o oja$a#» 2 9 «g 
(0. 1 6 6 oool) *&J;U «*TSifi-C2^M» 

Lfco Sltt* f 9 *y ^* 9 A ? a t y jTf 7 4 
- ( 2 96 > 9 J 9 o o KT»»L. 

*fc£fo36. 6 0 «g ( 6 5 96) *«P. > 3 0 0 t <D 

NMR(C0C* ,-DMSO-d.) J ; 1. 96-2. 30 (o. IH) . 
2.20(8. 3H). 3. 12-3.60(ii. IH). 4.00U.3H). 
5.04(s. 2H). 6. 36(s. IH). 7. 04-7. 24<o. IH). 
7. 36-8. 22(0. 6H). 8. 64 (br. s. IH) . 9. 48 (br. a. IH) 

MS(o/e> ; 5 4 7 («*) 

nfom 3 s 

£«0!4T&&n5{l:6«|d 3 0 0 to (0. 6 oool) 
*THP90iJtt£CF*10aJ OS&fcKlCfc 
W L h > f ^ t K 5 '/ V 0. 3 2 a £ (6 wool) * 

»K*«ffTS:fc L> Sfft^i' 'J ft ¥ ju ft j a 9 
07 K?7^ - ( 1 96 /» 9 J - 7 o o * * 
A) ICT»au ft£fo38, I 2 6ig(4 0 96) * 
LtH/i 0 

NMR(DMS0-d.) ff : 1. 92-2. 36 (IH). 2.03( 8 .3H). 
2.23(a.3H), 3. 08-3. 60(1H). 3.12(s,3H). 5,00 
(s. 3H), 6. 92-7, 16(o. IH). 7. 20-7. 60 (o. 4H) . 
7. 72r8. 28(o. 3H), 9, 24 (d. IH, J=8 H z) 

HS(o/e) ; 5 2 4 (M+l) 



»BBB363-295588 (28) 

N*R(0KSQ-d.) 6 ; 1.25(t. 3H. J=7Hz). 2. 03 (dd. 
IH, J»5. 14Hz), 2. I5(s. 3H). 2. 64-2. 86 (o. 2H>. 
3. 36-3. 41 (■. IH). 3. 92(s.3H>. 4. U(d. IH. J=13Hr), 
4.28(d. IH. J=13Hz). 4. 97 (d. IH. J»l8Hz). 5.03(d. 
lH,J«18Hz). 7.13(dd. IH. J-5.7Hz). 7,36(t/lH.J 
*7Hz), 7.44(dd. IH. J-l. 8Hz). 7. 48 (d. t. IH. J-l, 8 
Hz). 7.90(d. IH. J-8Hz). 7. 94 (d. IH. J=8Hz) . 
8.62(8. IH). 9. 15(8. IH) 

KS(o/c) ; 4 8 0 (M*-S(0)Et) 

mmmz 4 

K 2 5 2 > 9 3 tg (0. 2 oool) * tT »J V > 3oi 
IC*HU *»TA*0.0 2 4 ■ * (0. 4 8 oool) 

THF***. 5 96**K»:f- V U <r 

V/ 9 S -»K*t3n*Z&*nH\,^ <fc£to37. 
7 0 w ( 6 4 96) *»p. 2 5 1 - 2 5 2 t©»» 

*»W 3 6 

*#«4T»*n*<fc*ttd 3 0 0 ig(0. 6 oool) 
i'iy/r/v/finxf;i/ttltt7 5 3 ig 
( 6 oool) *THP 90 o£ * J: * 1 0 UCi 
t 9 x**T t yd. 8 4 »i* 

07^57^ - ( 1 96 > * ✓ - 9 d a * ju 
A) KTWML. {fc&fc39* 8 7 «g ( 2 6 96) 
KfeBfci LTUft, 

NMR (CDC*,)* ;l.72(8.3H). 1. 92-2. 50(1H), 
2. 40(8. 3H). 3. 68-4. 52 U. 3H). 3.82U. 3H). 
5.02(br.8.2H). 6. 96-8. 20 (o. 8H). 9.3KH.1H.J- 
8Hz) 

IS(o/e) ; 5 6 6 (M*). 
HJft«3 7 

6<k^«5d 5 0 Oag (0.9 7 oool) H X 1} L - 7 
a 9 >^i/ i/juxxr;u^|9)fi2. 2 7 g(9. 7 oool) 
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£ 0 . ft£fc40. 1 9 5 «g ( 2 9 %) *op. 202 
- 2 0 5 tCDfcfc83fc± Ltlfc. 

NKR (CDCI.)ff ; 1. 52 (s. 3H>. 1. 80-2. 50 (o. SH). 
2. 36(s, 3H). 3. 08-3. 52(o, 2H). 3. 84-4. 30 (a. 2H) , 
4.64U.2H). 5. 14(d, 1H. J>13Hi). 5.31(d.lH,J= 
13Hz>. 6. 98<dd. 1H. J=5, 14Hz>, 7. 16-7. 60 (a. 5H) . 
7. 70-7. 96(o.2H). 9.32(d. 1H. J=8Hz) 

KS(o/e) ; 6 8 3 («**) 
S»0f3 8 

<fc£0MO. 1 3 2 ig (0. 2 fflaol) *DMP5 o I IC 
fcflL, 1 0 5 0 

**«*T4 0 t*3. 5 SRaa&Ufco Efcfcfc 

8*^'/'JAY^*7^o7^57-f - (? 
o o * ;b A / > * y - 2 89<T>*-r* 
9 0 : I 0 : 0. 5 )tCT«»L, <fc6&4K 8 0 
»g(67 %) * op. > 3 0 0 n<D&n&to*t IT 

NMR(DMS0-d.) 9 ; l. 66(b,3H). 1. 88-2. 36 (a. 5H) . 
2.49(8. 3H). 3.20-3.60(o,2H). 3. 95(dd. 1H, J-7. 14 



HffJIQa 63-295588 (29) 

Hz). 4. 12-4.50(o. 1H). 5.04(s,2H). 7.00-7.70 
(d.5H). 7. 86 (dd. 1H, J=2, 8Hz). 8. 00-8. 24 (o. 2H) . 
8.6Kb. 1H), 9. 23 (d. 1H. J=8Hz) 

MS(o/e) ; 5 9 3 (M*l) 
fgffifl 3 9 

ffc£1»39* 8 7 «g (0. 1 5 oool) *THP 5 mi \Z 
«JWL> 2 H*m<l+ Y U $ A*»«0. 2 4 of 
(0. 6 8oool) *jD*.£flT2!S5fl«#Lfc 0 

fcfcTftfrL. i^ciR^/ * *s 1) A T U fco 

o'f/57-( - (?oo*;i/A/V*y-ji,/ 
289<Ty*-r* : 9 0/1 0/5) KT«»L. 
<fc6fo42, 2 7 ig (35%) *op. > 3 0 0 t ©ft 
lT#tz 0 

NMR(DMS0-d«> 0* ; l. 96-2. 36 (o, 1H>. 2.20(s,3H). 
3. 08-3. 50 (lH). 3. 88-4. 04(n.2H). 5. 03 (br. s. 2H). 
6.53(8. lH). 6. 90-8. 24(o. 6H). 8. 52-8. 80(o t 2H). 
9. 26 (d. lH. J=8Hz) 

»S(o/e) ; 5 l i (M+l) 



%M 4 0 

K 2 5 2 , 4. 67g(l0 oool) <-THP4 0 0 mi 

\zt$mt. - 2 0 ricr**fk 9 at* 
v a 0. 3 8 g ( 1 0 oooi) othp mm 5 0 of * 

ftliU fSJSfilCT l BrW&WLtz* 3N«R*» 
tt*ftJ*. pH 2 £ ^3L^iBil> 6 

ICT«»L, <fc£ft43, l. 5 6 g ( 3 5. 7 % > * 
op. > 3 0 0 V<D&n&toXt LX^fZo 

NUR (CDC I 9 + DMSO-d ») <J ; 2. 04-2. 48 (0, lH) . 
2. 24(b, 3H), 3. 08-3. 76 (lH). 4. 90 (br, s. 2H) . 
6. 9l(dd, lH. J=5. 7Hz). 7. 08-7. 60 (o t 5H). 7.76- 
8.08(o.2H). 9. I9(d. lH,J=8Hz). 10. lO(a.lH) 

MS(o/c) ; 4 3 7 (IT) 
8tt0!4 l 

<t£ft43> l 0 0 ■« ( 0. 2 3 booI) *THP 5 of 
* X VM 0. 5 a i IC m l > tKo+VATt* 
79m (LI oool) ^Ad* l BK#Lfco 



07^57,, - ( l % m 9 S - * a o * 
A) ICTttJSL, <fc£«M4, 8 5 -g (82%) * 
op. 2 4 5 - 2 5 6 tO^aatt^i Lt^fc. 

NUR (OMSO-df) 0 ; 1.98-2. 30 (o. 1H). 2.20(s.3H). 
3. 16-3. 70(o. 1H). 5. 03(8. 2H). 6. 84-7. 08 (0, 1H). 

7. 16-8. 20(o.8H), 8. 5«(s. 1H), 9. 26(d, 1H. J-8Hz) 
HS(o/e) ; 4 5 2 (M*) 

g»*H 2 

4 1 tNttCO^^T. <fc^«543, lQOag 
(0. 2 3 oool) *J;tf * * * fr**J K&«£128 
ig ( I. I oool) J: 0 . ft£ft45> 7 5 ag ( 6 6 %) 
* op. > 3 0 0 r<D»»fef&^i LTfttZa 

NUR (DMSO-d.) ; 1. 90-2. 36 (1H), 2.08(s.3H). 
3. 00-3. 60 (1H). 5.00(s.2H). 6. 96-8. 20 (0. 8H) . 

8. 56(br. s. 1H). 9. 22 (d, 1H, J=8Hz) 
MS(o/e) ; 4 9 5 <M+!> 

HJftW 4 3 

4 li^tto^&T, fb^«9 43, 8 7 Dg 

(0.2 oool) *£VT %y >66S*fi264 
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■g (1. Ooool) iO, <fcS«M6. 6 Oig (6 OK) 
f op. > 3 0 0 toa«fe»5fetlt»/i«, 

NMR (DMSO-dt) J ; 1. 96-2. 30 (b. IH). 2. 15 (s. 3H). 
3. 04-3. 64(o. 1H). 5. 02 (br. s ( IH) , 8. 44<a, IH), 
7. 00-8. 20 (o,8H). 8.60U. IH). 9. 22 (d. IH. J«8Hz) 

MS(o/e) ; 4 9 4 (M+l) 

n»m 4 4 

H»W 4 I tftmoij&V* ffc£«5 43, 8 7 « 
(0. 2 oool) fc^C^-tK? 4^-2-4*^ 
'/9 >JMb**R£ 1 8 1 Bg (1. ObdoI) £0. 
<b£ft47, 5 5 v ( 5 3 96) *op. > 3 0 0 t<Dfc 

NMR(DNSO-d't) 6 ; i. 68-2. 30(n, IH). 2.08U.3H). 
3.00-3.7QUH), 5. 00(8. 2H). 5. 96(s, IH). 

7, 00-8. 12(o. 8H). 8.56(8. IH). 9. 21 (d, IH. J=8Hz) 
MS(o/e) ; 5 2 0 (MM) 

4 5 

2 3 <t^«tD*fcTK 2 5 2 , 1 8 4 Bg 
(0. 4bbo1) fcjitfg 7<b> 4b61&48* 
38ig (20%) *b P . 3 0 0 - 3 0 2 tOjRfe 

(». 2H). 9.00<d, IH, J«8Hz) 
MS(o/e) ; 5 0 1 (I*) 
4 7 

fc«W8T#£n*te£«!h 1 2 0b* (0. 2 7 
oaol) *0MP 5 oilC»«t. fcftT***** 
s**M ? ^-/-ju9 8 tg (0. 5 5bbo!) *Jo*. 
m&BUZT 1 B*IU!«#L*: 0 E£»«£7HP3 0o£ 

*K*iiffTB*U <b&«550, 
1 2 0 eg ( 9 3 %) * op. > 3 0 0 tOfcftfett 

NMR(0HSO-d.) 0 ; 2. 10-2. 64(o. IH). 2.32(b,3H). 
3. 00-3. 52 (o. IH), 4. 05 (d, IH. J-llHz), 4.38(d. 
IH, J=l 1Hz), 5.02(s. 2H), 6. 96-8. 16 (n. 7H) . 

8. 60(8. IH). 9. 21(d. IH. J*8Hz) 
US(o/e) ; 4 8 1 (M+l) 

4 8 

{bStfcSO. 8 Sag (0. 1 8ooq1) *0MP 2o£|w 
»WL, 39ft>f*ai oi *flp;t£fiT2. 5 
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ttBHea 63-295588 (30) 

NMR (COCI.)tf ; 2. 23 (dd. IH. J=6. 13Hz). 2.20 
(8.3H). 3.12(s.3H). 3. 28-3. 48 (o. IH). 3. 37 (a. 
3H). 4. 04(8. 3H). 5. 00(s.2H). 7. 03 (dd. IH. J=6. 8 
Hz). 7. 28-7. 64 (o, 5H). 7. 88-8. 08 (o. 2H). 9.46 
(br. d. lH,J=8Kz) 

MS(o/e) ; 4 9 5 (M*) 

4 6 

K 2 5 2 v 4 6 7 Bg ( 1 oool) * 9 o a * ji a 
2 0 oiC«»L, N-?oo3/>?«4 * K 

1 3 3 tg ( 1 oool) is JiV A [ B N 1 6 4 ag 
(loBol) *flo;U 3B*fHJD&«»Lfc 0 *B* 

7 7-74- <? o a * ICTW8L, <b£«5 

49, 229«g(46K)*o P . 125 - 129 t©«»fet&;fe 

NMR (CDCi t)d ; 2.20(s. 3H), 2. 68 (dd. IH, J= 
5.14Hz). 3. 43 (dd. IH. J=7, 14Hz). 4. 12(s.3H). 
4.88<d. IH. J=15Hz), 5. 04 (d. IH. JM5Hz) , 6.87 
(dd, IH. J=5.7Hz), 7. 24-7. 64<o, 5H). 7.84-8.00 

n^tiv 7^ - ( 9 a a * ju A ) 

ICT»»U> <b£ft5k 1 4 Bg ( 1 5. 7 %) * 
op. 2 2 3-2 2 5T:©3t&©*<!:LTfcfc„ 

NMR(OMSQ-di) J ; 2. 08-2. 44 (b. IH). 2.24(s.3H). 
2.30(3. 3H). 3. 20 (dd. IH. J=7, MHz) , 4. 06(d. IH. 
J=I4Hz). 4.57(d. IH. J*14Hz). 5.02(s.2H), 7.12 
-8. 20 (o. 7H). 8. 63(8. IH). 9. 24 (d. IH. J=8Hz) 

MS(o/e) ; 4 9 4 («*) 

*ttfl4 9 

»#«H5 -eftfttlfift^tte 8 7 ig (0. 2 oool) 
*?ao*,PA5 oiC#»L, 2.2-'// h* 
</T o /<y l o 4 ag (1 oool) X&Vii v 7 7 - 

^» 1 0 Bg*Ao;t, 2^ra/ra»a«u^o 

K£*tt*nfDfly ttfc*£*»«-C 

CtfllSU <b£«552, 6 8 Bg ( 7 1. 5 96) *op. 

2 7 8 - 2 8 0 t©ftttfefc*<h LTtotZo 
NMR (CDCi ,)*;!. 14(b.3H). 1.40U.3H). 



Z.24(s.3H). 2. 41 (dd. 1H. J=5, MHz), 2.82(dd.lH. 
J=5. HHz), 4. 05 Cd. 1H, J»10Hi). 4. 49 (d, 1H, J=10 
Hi). 4.96<8.2H), 6. 68 (dd. 1H. J=5. 7Hz). 7.24- 
8.20(«.7H). 9. 40-9. 60 (o f 1H) 
MS(o/e) ; 4 7 9 «•) 

nmm 5 o 

K 2 5 2 x 4 6 7 «g( I oaol) *T*fc Y - Mi JU 
10 Hi C*»L, o^?f h57Ato*al 

^foi^i 3 3«g (ioood *ai^3^ra$ 

y;^D7^?7^ - (5 %m/ 7 o o 
Ctfllfift, <fc6fc53, 5 0 v ( 1 0 %) *ap. > 

NMR(DMS0-d,)« ; 2. 12 (dd, 1H, J-5, HHz), 2. 16 
(s.3H). 3. 45 (dd, 1H. J=7. 4. HHz) , 3.94U.3H), 
4.99(d. 1H. 18Hz). 5. 06 (d, 1H. UHz) . 6. 44(s. 1H). 
7. 26(dd, 1H. J=5. 7. 4Hz), 7. 39 (t, 1H. J«8Hz). 
7. 53(1. 1H, 7Hz). 7. 96(d, 1H. 8Hz), 8.08<t,2H. J= 
8Hz), 8. 31 (dd, 1H.J»2. 4. 7Hi). 8. 77 (s. 1H>. 
10. 09 <d. 1H. J=2Hz) 

**H5-(!fc*nStt£foe, 4 3. N (0. I 
naol) *DMF 1 allCfcJWL, + 

u n )\>tr 0 *s * mfcte 4 o « ( o. 1 o«oi) 

H XV MJ if^T * yQ. 0 1 6 Hi ( 0. 1 2 oaol) 
*tia*. lOOtTfl KMMWLKo Ei5*tt*te 

^oTh^57-f - (2«^^y 9 a a * 

i^) ICT«»U <fc£fc5 5 , 3 0og (4 8«) 

NHR(C0C£ ,) «J ; 2.01(8, 3H). 2. 80-3. 40 (o. 2H) . 
3. 92-4. 80(o.6H), 5.04(s t 2H). 5. 40-5. 80 (a, 3H) , 
6.50(a, 1H), 6. 80-7. 62 (o. 10H), 7. 76 (d. 1H, J=8Hz). 
7. 98(d, 1H. J-8Hz), 8. 56(d, 1H. J=8Hz) 

MS(a/e) ; 6 3 1 (M+l) * 
SSifcfl5 3 

it&fo 5 5. 6 0 ag ( 0. 0 9 5 Bfflol) *DM F 
1 «U x* / -JU 1 0 allC*»U. 1 NlftftO. 1 5 
aU 1 0 V O 6 0 Bgfcftl*, A* 

»«T4 0 tt 1 0£Rflfflf*Lfc„ SJSfcfc** 



?|fS903 63-295588 (31) 

«S(a/e) ; 5 1 2 (U-) 
Jtftfl5 1 

K - 2 5 2 * 9 3 eg (0. 2 oaol) *T H F 5al 
f 0. 1 7 ol ( 2 Bfflol) *2)DjU ^fl«ICT 2 B*M 

«l$Lfco ^^r*ioi*iD^7 o ricr i B*na 

ttfcfc> K««tt*tt«lSv ***** fifc** 

° ^ h ^ 5 7 <( - (2%>^y - )\>/ 9 ° ° * * 
A) -CffKU {fc£«&5 4 , 8 Sag (7 7 %) * 
ap. 280-285 r CDfcftB** LTl#fco 

NHR (DMSO-dt) 6* ; 2. 17 (dd, 1H, J=5, HHz), 2. 18 
(s, 3H). 3.92(dd, 1H.J-7. 14Hz). 3. 94(a.3H). 
5. 28 Cd. 1H. UHz). 5. 34 (d. 1H. 18Hz) , 7, 22 (dd. 1H. 
J=5.7Hz). 7.32(1. 1H, J«7Hz). 7. 42 <t, 1H. J=7Hz) . 
7. 50-7. 58(a, 2H). 7. 95-8. 01 (a. 3H), 9.06(d. 
1H. J=8Hz) 

MS(a/c) ; 5 5 4 <M+1) 
Stem 5 2 

5 4 h*aL*«Lfc*6ttl;:* 1 5al*flQ*.fc 0 
x* J -**»aTS£Lfc**tefc»*f7V^ 
il&fy 5 6 x 2 3 ag ( 4 9 %) *®tz B 

NMR (OHSQ-d •) o* ; 2. 00-2. 40 (a. 1H) . 2.24(s,3H). 
3.00-3.60(0, 1H). 4.03(8.2H), 4.61(a.2H). 5.03 
<br. s, 2H), 6. 00(8, 1H). 7. 00-8. 16(o. 8H), 8.60 
(br.8, 1H). 9. 22(d, 1H. J*6Hz) 

MS(a/e) : 4 9 7 (aM)* 
5 4 

««^5T^^n£{k^e, 4 3 9flg(laaol) 

+ ji-D-r jut] 1. 3 6 g ( Saool) H Jl 

t/NBS, 6 2 3 ig (3,5 oaol) *flQ*SS»# 

T8^(a«^u/:o kg*** 1 n**mm + > 

t* (X X I ; Y=0H, R,=R,*R,=H. l,=Ac) 3 6 0 ag 
(4 6 %) *®tZo 
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HS(o/e) ; 7 9 0 (M+I) * .7 9 2 (11+!)* 
J:E/'J3'/K», 2 8 0 «g (0. 3 5 amol) * 

y to* y 2 0 ollcOflg* tt* A I B N 6 0 ox 
(0. 3 5 oool) *Jttf4cSflsM7*Jwaa.4 9 

ol < 1 7 5 oool) ^fti*. 6 0 rt? 1 B*MI!J*Lfco 

- (0. 5 H> 9 J -to/ 9 o o*jua) |CT»9J 
U <fc£«j5 7 . 7 0 m (2 8 96) *®tz Q 

NKR(DMS0-d.) d ; 1.75-l.83(n. 1H). 1.95-1.99 
(a. 1H). 2.00(s.3H), 2.03(s.3K). 2.04(s.3H), 
2.15U.39). 2. 40-2. 4Kb. 1H). 3. lOCdd. IB, J-7. 5. 
13.5Hz). 3. 84<d. IH.JMOHz). 3. 80-3. 93 (■. II). 
4.07-4.11 (o,2H). 4. 19(d. IH. J=10Hz), 4.26- 
4.30<o.2H). 4.88-5.18 <o.5H), 5. 64(s, 1H). 
7. 00(dd, IH. J=5. 5. 7. 5Hz). 7. 25-7. 49(o, 4H). 

7. 8Q(d. IH. J=8. 4Hz>. 7. 97(d. IH, J=8. 4Hz). 8. 04 
(d, 1H. J=7. 7Hz). 8.6 (s, IH). 9. 10(d, 10, J-lHi) 

US(ui/e) ; 7 1 2 (M + l)* 

nmm 5 6 

1 0 7H^n6M is 4 2. 1 is ( 0. 1 
maiol) *DM P 1 d1IC«» L, 0 -D-** 7)\> 
Y 'J * A£3 2. 7«g (0. t 5 oool) 
5 0 tT 2 B*Rfl«#Lfc„ »IK*J*ETS£ 

(;oo*iP A/ A 9 J - to/ 2 896T^*-T 
* ~ 9 / 1 / 0. I > KTWS L. 4fc6tt 5 9 , 
3 8 kk ( 6 2 96) *&fc e 

NHR (DMS0-di) 5 ; 2. 01 (dd. IH, J=5. 13. 6Hz), 
2. 16(8, 3H). 3.04-3. 79 (•. 9H). 4. 46 (d, IH. J=9. 5 
Hz), 4.70(br.t, J-5. 5Hz). 4. 96 (d. IH, J=l8Hz), 
5.03(d,lH.J»18Hz). 5. 10(br, s, IH), 5.31(d.lH. 
J=5.3Hz). 5.63(8. IH). 7. 03 (o. IH), 7. 27-7. 49 
<m, 4H), 7. 83 (d, IH. J=8. 4Hz) , 7. 99-8. 05 (o. 2H) . 

8. 60(s. IH). 9. 19 (d. IH, J=7, 9Hz) 
MS(o/e) ; 6 1 8 (H+l) * 

H»W 5 7 

K 2 5 2 , 4 6 7 ig ( 1 oboI) a a 
5«IK*HL**i/*»5-f-:r4A 500 



»f»I0a 83-295588 (32) 

n&ms 5 

<fc£& 5 7 . 5 0 ig (0. 0 7 oaol) tTHP 
2. 5 ■!**»/ 9 J -*0. 5i»IOfi^«JKlC«» 
1 N*«<fc* y >; * a*»«o. 3 5ol*fc* 

ft* l ^* f*^?ftttt*«m*»ff 

57/ - ( 1 0 96 > * y - ?dd^^a) ic 
r««L, 4fc6Gj 5 8, 8 is (2 0 96) *fcfc 0 

NMR(DMS0-d.) 6 ; 1. 46-1. 54 (0, IH). 1.98(dd. 
1H.J-5.14Hi), 2. 10-2. 20 (■.10). 2. I5(s.3H). 
3.02-3.21(1,40). 3. 45-3.58(o. IH). 3.75-3.82 
(o.2H). 4.21(d.l0.J-10Hs), 4. 54(t. IH. J-SKi), 

4. 70-4. 73(o. IH). 4. 92 (q. IH. J=2. 4Hz). 4.96 
(d, IH, J=18flz), 5.03(d.lH.J-llHt). 6.99(dd. IH, 
J=5.7Hz), 7.26(t. IH. J=8Hz). 7. 33 (t, IH, J=7. 5Hz) 
7. 43-7. 50 (o.2H). 7. 81 (d, IH, J=8. 4Hz>, 7. 96 (d, 
lH.J=8.4Hz). 8.04(d. IH. J=7.5Hz), 8.57(s. IH). 
9.20(d. IH. J=7.9Hz) 

MS(o/e> ; 5 8 6 (M+l) * 

«*itf;oo^^*yJ0.HBl (2 oaol) * 

ttK*2o)*to*«jtt*»ffTg£ U 
MyA*JA^OT^97^ - (?op*JW 
A/>*y-;L,/2 8«7^-T*=B 0/2 0 
/ 5 ) KT«»U ft&to 6 0 , 1 4 2 ig ( 2 6 
%) 

NMR(0«S0-d,+0,O) <J ; 2.01(dd.lH.J-5.13Hi), 
2.14(8,3H). 3. 14-3.60(0. LH). 3.90(s,3H>, 4.98 
(br. s. 2H). 7. 00-8, 12(o. 6H), 9.40(s. IH) 

KS(o/e) ; 5 4 8 (0+1) ♦ 
£»*5 8 

(fc&to 6 0 , t 1 0 ig (0. 2 oool) ICEJfitt 9 
> 8 3 ig (0. 4 oool) *J:ef**S'tt<fcgj/o.ig 
oI(2 ffla0 l) I. 5 ISIlflADttagfELfco E£ 

l OoliTHF 1 0 ol^/n*, tttJI* 

yj^UN7^77/ - ( \ %* 9 / -to 
/9*>**toJ>) ICTfflffKU x**aji,*o 



-906- 



5 4 K<* (X ; X=CO,Ue. Y=OH. R»»H) 5 0 «g*# 
fco uti^DMF 2mMC«»L, fcT V *J V 0. 0 7 9 

oi (o. 5 moon a JiVn -/ * * ^ * ? v * o. o 5 

nl*flD;l3iBT2 B*Rfl«#Lfc 0 «tS^ttETS 

fk^me 1, 1 0 «g (8%) *%tz Q 
NHR (DMSO-di) 5 : 2. 07-2. 18 On. 1H). 2. 12 (s. 3H) . 
2. 15(a, 3H). 2. 44(n, 4H). 2. 96<a. 4H). 3.20-3.50 
(a. 1H), 3. 93(s. 3H>. 5. 02 (d, IH, J=18Hz>. 5.08 
(d. IH. J=18Hz), 6. 41(8. 1H>. 7. 25(dd, IH. J=5, 7Hz), 

7. 37-8. 17(o. 7H). 8. 69 (s, IH) . 9. 70 (d, IH, J=2Hz) 
MS(ni/e) ; 6 3 0 (M+l) * 

SSffitt 5 9 

£ftW2 1 -C®*n*ft£«J2 4 , 4 8. 3 ■* 
CO. 1 amot) *THF 2«1IC*JKU *oo*a 
p--N7x^Ji/36ig (0. 18 bboD if XV 
h »J x f- jut * V 0. 0 3 3 ml (0. 2 4 naol) 

NMR(CDC£ 3 )<J ; 1.20(d. 6H. J«8Hz). 2. 00(s, 3H). 
2. 40-2. 80 (ci, 5H). 3.00U. 2H). 3. 25 (dd. IH. J=7. 14 
Hz). 3.68-4. 16(o. 5H). 4. 00 (a. 3H). 4. 29 (d. IH. J» 
18Hz). 4, 53 (d, IH. J=18Hz). 5. 36 (br. s. IH) . 5.56 
(s, 1H). 6.6B(dd. IH. J=5. 7Hz). 6. 80-8. 04 (a, 7H), 

8. 56(br. 9, IH) 

MS(tn/e) ; 6 9 5 (li+1) * 
6 I 

^iSW2 8ttl^n6(fc^lJl3 U 2 4 5 «g 
( 0. 4 2 mraol) * 9 a o * * A 2 0 ail C *JW L „ 
x ^ y - 2 0 a 1^ *y7r - ^**f!9 8« 

(0.4 2m n0 D 6^ra*ajfta«u^ 0 * 

ft&fo 6 4, 1 4 3 ag ( 5 6 %) *®tz 0 

NHR(C0C£ ,) S ; 1. 30(t, 3H, J=7. 5Hz), 1.80(8, 3H), 
2. 1 3 (dd. IH. J=5. 14Hz), 2.?B(s. 3H), 2. 80(a. 3H), 



HB3Q3 63-295588 (33) 

Y7?7<- ( 1 %/ 9 J -i\>/9 o o iJ»;va)' 
KT«»U 6 2 . 6 6 ag (1 0 0%) * 

NMRttDC*,)* ;2.Q0(a.3H). 2. 62 (dd. IH. J= 
5.14Hz). 3. 34(dd. 1H. J=7. 14Hz), 4.00(s. 3H), 
4. 14<d. 1H. J»l8Hz), 4. 36(d, 1H. J=l8Hz). 5.72U, 
IH). 6. 68(dd, IH. J=5.7Hz). 6. 80-8. 40 (a. 6H) . 
8.64 (9. IH). 9.68(br.a. IH) 
MS(a/e) ; 6 4 9 (M+l) * 

6 o 

it&to 6 2 . 6 0 ig (0. 0 7 4 mmol) <-DMF 

2oic*»L. N ^-f v tr*- i - 9 *j 

fTthTt K16. 4 «g <0. 088 ouuol) *ftr;U 
3flT 1 ^(ffla^L/io EfcfcfclCTH F 1 Oral 

ft*fc»7^* A-efeffllft. fcfit*«jETS 
* Lfc 0 8tt*'/'J*y;^7A7n7^57 
4- ( 4 96 > 9 J 9 o a -fffllftL* 

(b£«36 3 . 4 2ag (8 2%) *®tz 6 

3. 65(q. 2H. J=7. 5Hz). 3. 97 (dd, IH, J=7. 14Hz). 4.00 
(s. 3H). 4. 76(b, 2H). 5. 36 (a. 2H> . 7. 03 (dd, IH, J = 
5.7Hz), 7. 36-7. 80 (0. 4H). 7. 88-8. 16(o, 2H), 9.16 
(9. IH) 

»S(n/e) ; 6 1 0 (M+l) * 

nmm 6 2 

4l$V» 6 4 . 3 3 0 ng (0. 5 5 raraol) 
2^Ra(0$ft^?^T^^ <fc£fo 6 5 , 2 5 9 ng 
(9 0%) *®te 0 

NMR (DHSQ-d.) d : 1.20U.3H. J«7.5Hz>. 2.04 
(dd, IH, J=5, 14Hz), 2.16(s.3H), 3. 20-3. 70 (o. 3H). 
3.93(8. 3H). 4. 63(s, 2H), 5. 02(a. 2H). 6. 32 (b. IH) , 
7. 13(dd. IH, J= 5.7Hz), 7. 24-8. 16 (m. 6H) . 8. 57 (a, 
IH). 9. 16(a, IH) 

MS(o/e) ; 5 2 6 (M*l) * 
fgffittG 3 

it&fo 6 5 > 2 3 9 og (0. 4 6 racnol) ^THF 
8ml* XVMQ. 8o!IC««L, iX?ftT**<fc*!> 
*r M 9 A 5 2«g ( 1. 3 8m»ol) tm*., mU 
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<tL. {fc^6 6, I 5 2ag (6 6 96) 

NHR (DHSO-d • ) J ;l.20(t.3H). 1. 38 (dd. 1H. J=5, 
MHz). 2. 16(8. 3H). 3. 18 (dd. IH. J=7, MHz). 
3. 57(q. 2H. J=8Hz). 3. 85 (a. 2H) . 4. 64 (s. 2H) . 5.02 
(a.2H). 5. U(o. 1H), 5. 40(9, 1H). 7. 00 (dd. 1H, J = 
5.7 Hz). 7. 24-7. 60(n». 3H), 7. 77 (d, 1 H, J-8Hz) , 
7.92-8. I6(n. 2H). 8. 56 (a. 1H). 9. 17 (a. 1H) 

HS(n/e) ; 4 9 7 «♦) 
£30! 1 

lt$V) K T 5556 (Da) , 2 2 7 ag (0. 5 naol) 

^57^ - o o 9 J -M CJ: 

ttftfeft**Ofc6fta 1 6 0 «g (66 
96) *®fc„ 

6 5 ag ( 3 4 96) *fcfco 
ttA 250-252T: (^ojm^-^;- 

NMMCOC ; 9. 42(d, IH, J=8Hz), 8. 1-7. 85 

U.2H). 7. 7-7. Z(o, 5H). 7. 03 (dd. IH, J=5, 7 Hz), 
5.08U.2H), 4.05(8.3H). 3. 37 (dd, IH, J=7, 14Hz), 
3. 13U.3H), 2. 21(8, 3H). ca. 2. 20 (dd. 1H) 

MSU/e); 4 8 1 (M*) 

il&fy (Da) . 4. 5 3 g (lOra molXDft* 

0 mZ ftftlC ft * ft ft 1. 4 2 a£ 
(1 5 o aoDtflOJU SflT 1 ftRfllttf Lfco £ 

gft 5 On* *Jfo;l«#Lfco 

T, &»fefc*ttaMfc£ti!c 4. 7 9 g ( 9 7 96) 

2 6 7 ~ 2 7 0 t 
NMR(0US0-d.+CDC* ,) 8 ; 9. 36 (d. IH. J=BHz). 
8. 2-7. 7 (a. 3H). 7. 7-7. 25(o, 4H), 7. 27 (dd. IH. J* 



HUSH 63-295588 (34) 

«A 193-195t ( T *tr K y — / 9 J — ) 
N«R(0»S0-d > ) J ; 9. 22(d, IH, J=7. 6Hz). 8. I- 
7.85(a>,3H), 7. 55-7. 25(o, 4H). 7. 11 (dd, 1H, J- 

4. 9, 7.3Hz), 5.04(d. IH, JM7. 7Hz). 4. 98(d. 1H, 
J=17. 7Hz), 4. 40(o,2H), 3. 38 (dd, IH, J=7. 3. 13. 9 
Hz), 2. 17(a, 3H), 2. 02(dd. 1H, J=4. 9, 13. 9Hz), 
1.43U. 3H, J=7. 1Hz) 

MS(o/e) ; 4 8 1 <*♦) 

IR(KBr) 3430, 1730. 1675. 1635. 1590. 1460. 745 
ca" 1 

2 

K 2 5 2 > 1 8 4 ag (0. 4 aool) ODMF 2 ml 
5 0 96»tt**^^ 1- U A19.2 
ag (0. 4oool) *tja*.tio 2 0 3 $<fc> * 

(0. 4oool) *fc|jU * £K 1 B*5fl« 

'/'JAy^*?i.^07K57^ - ( ? n o * 

5. 7Hz). 5. 07 (S. 2H). 3. 98 (dd. 1H. J=7, 14Hz). 2. 35 
(S, 3H), 2. 12 (dd, IH. J=5, 14Hz). 1.72(S, 3H) 

IR(KBr) 3430. 1750. 1660. 1640. 1590. 1460. 1235. 
745 ca " ' 
4 

tt&lfcc 2. 5 gOJfitt-f *-*6 Ooifcfc* 

4 0»Utti«l?L/:o *»«5*6JfcL. x* 
6*;fctt©tt6fod 2. 2 9 g ( 8 8 96) *®tz a 

5 

K - 2 5 2 . 7. 0 1 g ( 1 5o «ol)©fc;)cTHP 

i o 0a*»tt**ftL. cnic**^ /* 

7*ts*A1.14| ( 3 0o Bol)*toiL. Sfi 
-?2^M»^t/ip > * J -;w^ftI^Ta«CDS 

r^iSLfco *tt*l Nlfift. ttfoa£*-?fc$ 
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57^ - (?Do*;tA-/^-M "CfllML 
T, e 5. 3 4g 

(8 1%) *®tz 0 
fiftA 2 6 6-275* (> S J - * X 0 f?JfcSS) 

N«R(DMSO-d.*COC / ,) <J ; 9. 24 ( d. IH, J=8Hz) . 
8. 2-7. T (a. 3H). 7. 6-7. 0 (a, 4H) . 6. 74 (dd, IH, J= 
5.7Hz). 4. 90(d. 1H. J = 18Hz). 4. 69 (d. 1H. J=l8Hz> . 
4. 13<d. IH. JMlHz). 3.91<d. 1H. J-llHz). 3.29 
(dd , 1H. J=7. MHz). 2. 38<dd. 1H. J=5. MHz) . 2. 19 
(s. 3H) 

MS(a/e); 4 4 0 (M*+ 1 ) 
6 

l^^ieHSg (5. 7 o ooI)©J»*T H F 
30o£fcfcfc:^ p - Y jvxyxjv*-fl,9 o ■) 
K2. 7 0g ( i 4. 2 a sol) Y 9 if^T S > 1.97 
oi ( 1 4. 2b ■ol)*Jt&M-i'/ 5 / fcf 

9 WO. 6 9 g (5. 7 a boI)*&}jU gfl-C-Qfe 
«tfLfc„ EfcE^fcKTHF 1 0 Oaf *flD* 
• r;u* 'J *fr Lfc. «fit*HflETK: 

v h ^ 5 7 4 _ oo.-h^A->^;-ji/) 
«SUT, ft*fe»*tt<D<fc6fog 4 0 5 i* 
(8 7K) *fcfc 0 

2 1 8 - 2 2 3 t <THP-> 9 J -*) 
NMR<0MSO-d.*CDCi ») * ; 9. 31 ( d. 1H. J=8Hz), 
8. 15-7. 2 (a, 7H), 6. 87<dd. IH, J=5. 7Hz), 5. 00 (a. 
2H),3. 99<d, 1 H.J=l3Hz), 3. 56 (d, 1H. J=13Hz), 
3. 21 (dd ID, J=7, MHz), 2. 37 (dd. 1H. J=5. MHz). 
2. 19(8. 3H) 

HS(o/e) ; 4 6 5 (M* + 1 ) 
IR(KBr) 3430. 2100. 1670. 1640, 1590. 1460. 
74501 "' 
SSH8 

il&tilB 2 3 2«g (0. 5 a aol), jS^THF 
7oi»ttlC,**<b'if-crz.T;ut-OAi l 4 

■g o. oo boi)**^, mis&#Ltzo 



HB3Ha63-295588 (35) 

4- (9 a a * jui>- /.f s - ju) TfliaaLT, 
»fel&*tt{fc£fo f 1. 1 1 g ( 3 3 %) *®ti 9 

2 0 7 - 2 1 0 r 
KIIR(0«S0-d.*C0C £,)d ; 9. 24 (d. IH. J=8Hz), 
8. 15-7. 8(m.3H). 7. 65-7. 2(o. 4H) . 6. 62(dd. IH, 
J=5.7Hz), 4. 95(d. lH,J«10Hz). 4. 80(d. 1H. J-10 
Hz). 4. 45(S. 2H). 3. 05 (dd, 1H. J«7, MHz) . 2.55 
(S.3H). 2. 36 (dd, IH, J~5. MHz), 2. 12(S, 3H) 
IS(o/e); 4 2 2 (M'-167 (07s)) 
7t*#Vr* C H N 

fSStt {%) 66. 77 4. 59 7. 08 
MIR* (%) 66. 74 4. 45 7. 26 
IR(KBr) 3430. 1670. 1640. 1595. M60, 1175. 
74501-' 
7 

<b&& f 5 9 4 ag ( 1. 0 b nol), Ti^ittYn 
V ^ 1 3 0 ag (2. 0nnol)©DMF6ni&£* 
Sfl?-RII)?Lfc 0 SES^tofcTH F 5 0 
• r JUA 9 KfrLtZo &m 

~* V ? ? 7 4 - ( 9 n a * )U l> - * f / - t» 
WWLT. ft»fe»*ttCD<b£«5h 6 8 mg 
(3 1 96) *®tZo 

«A > 3 0 0 t (>^y -ju) 

NMR(0MSO-d, + C0C* ,)* ;9.21 ( d. IH. J=7. 9Hz) , 
8. 1-7. 7(a. 3H). 7. 55-7. 25 (a. 4H) , 7. 00 (dd. IH. 
J»5. 2, 7. 4Hz). 5. 04(d. IH. J=17. 5Hz). 4.97 (d. 
IH, J=17. 5Hz). 3. 25(dd. IH. J=7. 4. 13. 6Hz). 
3. 13(d. IH. J-12. 9Hz). 2. 88<d, IH. J-12. 9Hz). 
2. 12(8. 3H), 1. 91 (dd, IH. J-5. 2. 13. 6Hz) 

MS(B/e) ; 4 3 9 <M* + 1 ) 

IR(KBr) 3440. 1665. 1640. 1590, 745ca - 1 
*2H 9 

K- 2 5 2 , 2 g (4. 2amol) *THF 1 Oral 
U 4 *\*XV*J*9*T X J tT 

»; i>>2. 6 g*to*SfiT--lft«#L*:o K£« 
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2. 1 2 g (9 4%) ttHfc, 

HHR (CDC I ,) J ; i. 76(3. 3H). 2. 03 (dd, 1H. J«5. 
MHz), 2.16<s.3H), 2.56(s.3H). 3. 86 (dd. 1H, J»7. 
MHz). 3.98(a,3H). 5.07(s,2H), 6. 93 (dd, 1H. J= 
5.7Hz). 7, 14-7. 66(a>. 5H). 7. 80-8. 00 (o. 2H), 9.02 
(d. 1H. J=8Hz) 
1 0 

6 Tl§*n6tt£«5 f * 1 7 0 0 «(2.9 
mmol) OlRjkTHF 5 0«l«tt**fcL, 6 Q% 
&tt;k*ft* MJ 9* 2 2 8 «g (5. Bonol) *J0 
jU IjgT2.5 **ffflffl#Lfc 0 • T 

^9*yjv**A^oT>^^7«* - ( £ a a * 

<b6fc i , 8 8 4 ■* ( 7 3 %) *&fco 

MA 2 9 2 - 2 9 6 t (&M) 

NNR(0MSO-d.) ; 9. 31 ( d. IH. J=7. 5Hz). 8.1- 
7.75(o,3H), 7.55-7.3(o. 4H>, 7.22(dd f 1H. J=l. 0, 
6.0Hz), 5.00(8. 2H). *|3. 35 (dd. 1H). 3. 29(d, 
th\J=4.4Hz), 3.03(d. 1H. J=4. 4Hz), 2.46U.3H). 







3 


0, 1 7 5 


4 


0. 0 2 


2 2 


0. 0 0 6 


2 4 


0. 0 0 9 


2 5 


0. 0 0 5 


3 5 


0. 0 5 6 


4 6 


0. 0 2 1 


4 7 


0. 0 3 1 


4 9 


0. 0 3 4 


5 0 


0. 0 1 7 


5 7 


0. 4 5 


6 1 


9 


K- 2 5 2 
<*3<fc£«5) 


0. 0 1 6 



£1*092 

ft£KHfc£«3 ( 1 ) ©t 5 ^ifittflJIBttffl 

<*!l 1 50-1 8Dg077^fix-f)^ 
WTlCtfifll&fttt Sullivan*©^*!; C J. 
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2. 00(dd. 1H, J=.1.0. 14.7Hz) 
HS(a/e) ; 4 2 1 (MM 
£201 1 1 

£«8 44, 1 0 0 g,?l8S40g, 3-y7^-f 
1 8 gt'J:y*^**'//f JUi^d-^A^'/ 

£fc*i. on©*? «j -'>**r*ffaiatt«-e 

fcttL. 6 0 tTfciiTSo fciiigfcto* 1 6 > 

A<-fiiiai:SftlLTttfl»8ltt*ffl»r6 9 -o 
UTttttK,* & 8 a^-ff I » (1 7 0a*) *fc 0 
, 1 0 0 *gOil&foU*&VUM*'®4>a 
1 

«*W4fcd* (i) oc-4t-^a*«it*, 

¥. Nishizuka £©£fc C J, Biol. Chen. . 257^ 13341 
(1982)] C*tT«SLfco »tt<fc^«!0*fi* 

Immunol., lU^ 1473 (1975) 3 IC*UTft»Lfc 
£tttt!ftffitt#&faaBt cell nediuo) (MCMi 

ffifdb : 1 5 OmM NaC J . 3. 7 m M KC * . 
3 mM Na a HP0« , 3. 5 mM KH,P0, . 1 mM 
CaC£ a , 5,6mM/Ji/3-^ 0.\%*fiLmT 
»7 % >, 1 BU/il^fy) , 6 /animal 
*M&rtk:&A Lfc„ 8Kffi*2#WI^ ? if- '/'L 

$«>fc»m«*4t. i o o x g 5 »iaia^» 

ittfclCSt©;kftMCM*jD;*_T 3 {Hjfcft 
U ftftf^CUEfiattftffti 3 x l 0 4 cells/ 
■ i £ tt* J: 5 icneff&ffi (peritoneal 
exudate cells . PECiGK) *JS»LA: 0 
if, E«08a©E£liO. 0 5 96 MM is y?*- 

t?aiart«tt*»fer«>c:iic«iL on-^fco c© 

5 IC LT&fc P E C Uft3?t, 105>Rfl 

tto. ip>£*to^ri o^na-f^+a^-hL, 
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*no. I mi *tjaJLT& ^i: I s^lifl'r 
- h Lfc fl *&Lfc£II££* 3«* *ao*TJS 
iS*f*ll:fc. 1100xgT?iO»IHIifl/C» 
£ttLT_b«<>:fl:fc*fcfc e l»li«J:C;M:!$Ot 
* * * :"«li'M£©£& CT ujv*- 27. 67 
(1978) ) ICfc^Sft&TSJSLfco i y 

1 x 100 



#4 $ ftattft£& < i ) <Dtxfi>&t& 





IC... 


ng/a £ 


4 9 


1 


2 


2 4 


2 


0 


4 4 


1 


6 


5 0 


1 


7 



set 013 

5 & IC ^ T o 

(l) MC F 70ffS£*BSaK : 

9 6^70oM^~7'U- MC, 1 0 « * 

7';*-A^^t'RPMI 1 6 4 0 JSttT4. 5 x 
10«fB/iD!ICfl3ilLrt:MCF7 093*0. loir 

-rt-e-ft 3 7 tT**ttS#«nc j:r>agfc« 

LfcttK* >7>u*0. 0 5 iiiroto**,, 7 2B* 



(3) COLO 3 2 0 DMJSffl&W&SSfl : 

9 6^^0o^>f^-/u-n:, 1 0 96 ^ 
R&ftJbffl 1 0 0 u/bI^* U V, lOO^/ol 
^^^>f'/yt^CRPMI 1 6 4 0 « 
ttl? 1 0 'ffl/BllcfflKtfcCOLO 3 2 0 DM 
«Btt*0. 1 alT^S* x;HC#&T 6, KlTIDi 



L. PBS (-) T-lslft^*, trft*tt«tt* 
0. la>iro&$x;ncflD y*^- 
^-rtr37tT> 7 2 B*Mfc*r fc*±fl» 

*«*0. 1 rnir-o^^ x MCflp* 3 7 t:T, IB* 

0. 0 0 1 NJflK/3 0Wx^/-;uT?a* 
74 ? MJ -^-ICJ;O550 

(2) H e L a S ,0lS£tffi«I*« : 

ftfllfll 2 mM^JU* i y^^OMEM^Jfet? 3 x 
1 0 'O/iDllcgSKLfcH e L a S ,1818*0. 1 

aiir^s* x;nc^^r 4 0 

(1)IC*I* * * x fSJflMCfr 5 0 



<l£® IC,o(«/nl) 

£ MCF7 HeUS, COL0320DM 

3 0. 1 3 0. 0 1 0. 0 5 

4 0. 9 5 0. 0 7 0. 1 0 

24 0. 4 8 

25 0. 8 4 0. 4 4 

47 0. 5 0 0. 2 3 I. 0 

50 0. 2 8 
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0. 5 1 


0. 2 


0. 2 7 



a a o » » 

* % v»a»m&&. mi'jv«B*Jta«tt> fits 
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KiFUIIX (102) t8fc8BI3?«*5£6tt 
lo « * * 




©Int. CI." 
// A 61 K 31/55 



(C 07 D 498/18 
207:00 
273:00 
307:00) 



©36 B J * 
@5fe SB * 



ABE 
ABF 
ACB 



± ® 



to&)\mmmi&mtiii>W3 -12-15 

HCRfflJSlZEJHB 2 —11-21-706 • 
»rajWK*»fi&^±?f 203- 5 
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* « tt IE » (Ufc) 



1. VftOftjj* 

HBfo 6 2 ¥ft*M* 3 2 7 8 5 8 1 

2. 5S CD € 

£Sftft«9«K - 2 5 2 

ftffi*^ 1 D 0 

tt ft *««*ftBK**ir-TB 6 # 1 ^ 
* * (102) tfifcfi0X£*£&tt 
(TEL :03-282-0036) 
ft ft* fJQ m * * 

4.*fiE0*fft 
(2) Wiffl*»8Kl3fTB r 800 (1981) V^r^to . 



HRM 83-295588 (39) 

(1978) j KSTiETSo 

(3) ISIS589H2fTB r*tf LffiT t>*4'- j * 

(4) (sJ»SJ9M3ffg r^iftg^ic* j * 
r ttfcffifl* 6 t'tt j lcrriET6 0 

(5) l^*mi2H5f7@rST*-6}j*rsr* 
0. CKDAR' *«fcC/R« #**?R 3 #T* 

(6) 15)386436 frg, 8 fTgfcJitflOfT B 

tf) ^«m77Hfc6B!Na9 *«*tflO<DR '©fll 
r NHCOn-Prj * rNHCOEtj {ZgJ 

(8) |5lt£77Eft&toNall*J;C/120>R • CO ^ij 
TNHCOn-Buj * r N H C O n - P r j 

(9) l«]#3UQ0ICTfr «i 5 ft- 4 ftB 

r 3 8. 4 v (0. 8mnol) * r 9. 6 ■* ( 0. 2 saol) 



t* # & * CD us n 

R 3 




X 



MM. / * t K o * *s / f ,u y <£«t;hj * 

frfi J A )\> % k K o 4 '/ > (& 1&, T )l> fj / 4 d + '/^ 
««T;m*f, — NR*H a R • *J:CfR» 

fc{£»T ju?<fc4) , -SO.RR'R 1 



a<-jeuri«T?*6) , -qcoorm**, rm*« 

«T;u*Ju*fcliB*feLOi#Hf*©7*-ji< 
TA6) * fcli-OCONR^R 1 R«« jLCf R Y tt, 

wte«h(^a-e*4) R a i***. mm. 

<&©T ;i/ A / >f * ton* 4 tut fcliifittT ;p 

T JU + Ji/ 1 K 7 V y * ;i - Ji» , -CH= N-R' 

R Mi t K a 4 f > t) ju/<* -f ;i/T s / , 
-NR'R 1 R'*'J:c;R T Ul»llSeil51*T?*4) , 

— C0NHR 1 0 R "tta-T i y RRCD7 * / 

* 5 li <£ 8 T ;u * 2 A: I* -< > i> * V x * -f ;w <fc 
$nrt>xb Jt -CH.OCOR 1 1 <^4». R" \ta 

ifiT i J 19 or U V V * A 
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V 



OH 




(A*, H 11**, x**, f ;k 

7 -tr ?• ^ * i* > g 7 ;u * o t * ?■ & 4 ) "C 



-tti^ot-J-I-i LT-0-C(CH»)*-0-CHi-. 

S SR 1 ' 
II I 
- QCNKCH j— * fcli-0-C«»-CHi- 

tfclifcfcTJUa * ju#i;KDi3&> R' . 
g-g6 *K :(D^R' t^^R 1 »^|-CR' )&< 

7** jKpiaa, aifcx»> 
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